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Abstract (Basic) : EP 481311 A 

Amino acid derivs. of formula (I) and their salts are new. X- H, 
R0-O-CmH2mCO-, R9-CmH2m-OCO/ R9-CmH2mCO, R9S02, R10RllN-CraH2mCO, 
R12NR-C(=NH)-NH-CmH2mCO, R10OOC-CmH2mCO, R10-O3S-CmH2mCO, 
R10O(CH2CH2O)rCMH2mCO or A3N+-CraH2m-C0-An- ; W« O or NH; Rl, R2, R7, R8 
and R9= H, A, Ar, Ar-alk, Het, Het-alk, or (opt. substd. by 1 or more 
A, AO and/or Hal) 3-7C cycloalkyl, 4-11C cycloalkylalkyl, 7-14C bi- or 
tri-cycloalkyl or 8-18C bi- or tri-cycloalkylalkyl; R3= (H, OH) , (H, 
NH2) or oxo; R4, R5, R10 and Rll» H or A; R10R11N can also be 
pyrrolidino, piperidino, morpholino or piperazino (opt. substd.; R6= 
Ar-alk or. 4-11C cycloalkylalkyl; R12- H, A, Ar-alk or CN; A« 2 or 3; m 
and x= 0-10; n, p and r« 0-3; Ar= phenyl (opt. substd.). Het* satd. or. 
unsatd. 5-6 raembered heterocycle with 1-4 N r 0 and/or S atoms r opt. 
fused to benzor and/or substd. by 1 or more of A, Oh, Hal, CF3, OH, 
N02, 0X0/ NH2, NHA, NA2, etc., and/or having the N and/or S heteroatoms 
oxidised; Hal- F, CI, Br or iodo; Ac= AGO, ArCO, Ar-alk-CO or ANHCO; 
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An—: anion (which may be. absent if a carboxyliq gp. in the molecule is 
present in anionic form); alk« 1-8C alkylene; A= 1-8C alkyl; one or 
more NHCO gps. in (I) can be replaced by NACO. 

DSE /ADVANTAGE - (I) inhibit plasma renin and HIV-protease and are 
useful for treating and preventing renin-dependent hypertension, 
cardiac insufficiently and hyperaldosteronism or retroviral diseases, 
esp- AIDS . They are very selective with little effect on other aspartyl 
proteases. The pref . daily dose is 1-10 mg/kg, esp. given parenterally. 
(I) can also be used diagnostically, esp. at 0.1-10 mg/kg. 
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An— anion (which may be. absent if a carboxylic gp. in the molecule is 
present in anionic form); alk« 1-8C alkylene; A= 1-8C alkyl; one or 
more NHCO gps. in (I) can be replaced by NACO. 
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cardiac insufficiently and hyperaldosteronism or retroviral diseases, 
esp. AIDS. They are very selective with little effect on other aspartyl 
proteases. The pref . daily dose is 1-10 mg/kg, esp. given parenterally. 
(I), can also be used diagnostically, esp. at 0.1-10 mg/kg. 



Wolf Greenfield & Sacks, P.C. 



Page 8885U3.1 



